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Abstract of JP71 18229 

PURPOSE:To obtain a new urea derivative, having inhibiting activities against cholesterol 
acyltransferases and useful for hypercholesterolemia, hyperlipemia or atherosclerosis. 
CONSTITUTIONALS urea derivative is expressed by formula I (R<1> is an aryl which may be 
substituted with a halogen, nitro, amino, an alkyl, an alkylamino, etc.; R<2> is H, an alkyl, a cycloalkyl, 
etc.; R<3> is an aryl which may be substituted with a halogen, carboxy, etc.; R<4> is H, a halogen, an 
alkyl or an aryl; A is single bond or a lower alkylene) or a salt thereof, e.g. N-benzyl-N-[1-(4- 
chlorophenyl)pyrrol-2-ylmethyl]-N'-(2,4,6-trifuorophenyl)urea. The compound expressed by formula I or 
salt thereof is obtained by reacting, e.g. a compound expressed by formula II with a compound 
expressed by formula III. 
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V-Jk 7i/-*f) ©SftTfcff^ ui^KL 
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[0 0 4 8] E«tt»#. 7^3-)], Wmtt? * 
S-M XfS-JVW , fh5tFQ77>, 

[0 0 4 9] KiBE*efflVia::toT**a?ci6ii/ 
[0050] ft¥fl9a7ctffifflsn*»a*a7c«H:, 

fllifiXX, lift i?0iISfcW]i«»?a 
A, H«?n,Mf©&JiWfc£*i, W*tf*K, H>R. 

[0051] «ft»«7cfcffifflsna»jiatt«»4» «* 

M^ffSjcriAVVK 5*-n/Wh$©:3/Whftft 

t>©T*S. 

[0 0 5 2] »7nttS*. *, *9J-fr, 3-9 J - 
;K t/n/v-Jk N, N-^^?MM7SFO<t 55 
5fcE*fcWB»*fttt2toV>#ffl©**, 3:&tt*n 

S±E»!S*«#T?a**#fcl4, -?-n6£^«i:bTffi 

bt»4, ±e*», u^mzp^hx 

-t-JK S^^itX f F7tFD77>fCDi5M 
©«©«ffl©i§H, $&tt*n &©»■&»)&**# 6 n 
a. t©R«©S«tBftf4»fcBi*a*DS:Vi*t, a*tt 

[0 0 5 3] MKfc&ll (II), ( I I I ) 14, Wt*40 



(7) #!¥7- 1 1 8 2 2 9 
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5. 

[0054] wia»3asr#6ftfcfl:^*tt, 

VfttA, *5A^n?h^77^-, WrtHfc£©1Mi 
±^©«©ft-&*fctt=P3¥KsHfc*^< ifim±©ii 

[0055] g«ft^«/ (i) ^xsmmtbxw^ 

tl«"€-©il[l±lft*&ACATE«fiHt**T<5©T?» ft 
nl/Xyn-JMufiL ftlgJtiii£. 7xP-Att»li« 

flag ttiicne ^KHcftAro^te* ± tf /* & «j& 

[0 0 5 6] 

[»W©»*] B6Wfc£*r (i) ©fffflttfcjS-r&ft 

ic. (i) ©®ft*awt:^«©iiat«itr-3'* 

Ac y 1 - CoA : 3l/Xf n-^7yfh5>X7x 
9~t? (A CAT) E^ffitt 

[0057] %m 

AC A T?S'f$f4, ^y-tMV • ^7* • U tfy F • Ulr- 
f (Journal of Lipid Resear 
ch) 2 4i, 1127H (1 9 8 3)tfE*©H 
elder 6©7jffiTSll^bfe. ACATlfB, 2% 
mmn l^Xfn-Mtt!ft«S 8 IffilcWcotMII 
Lfcitttl 8«^©B*«*«efi'>1}-4 £ ©/MM6fll5 
?ny-AB#^£>M!L.fc. fc£*r©E«Stttt, [ 
14 C] tW;i/-CoAi»S3l/Xrn-M6 
SSt«n l^Xxn-;t,xXx;RcS£*©75*re 
MftbWmbft. T&t>% [ I4 C] tWf-Co 
A, 5J'ny-A*«ttfltlfcfl;^«S3 7 , CTf5»H-f 

(2:1. v/v) *Jn*Tfijfe6fM:att&. ?nn 

- / 9 J -;l4ffifflW©3 UZ-rU-jlxXf-Jl 
13Sfl?nYF^77-f-T»lU ^©-fttrtgS 

[0 0 5 8] 
[HI] 





IC 50 (M) 


2 


5.7 x 10- 8 



[0059] (i) s»«B8Sifc:ffiffl-ra 



#■ £ §e£ h rmmitt « e 1 inr* a . c n s ©»j tc 
a, mmu mm, mmu mm, mm, 

n-fa>, H»4K. JLffl, «W^J, WWW* ©teat* 
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joAS!ii*»7f*a. fc&m (I) ©S4»tt«l#©^ 

sft^fe en <o5(rjsia:-**tt-@isi«s»o. img, 

Img, 1 Omg, 50mg, lOOmg, 2 5 0m 
g. 5 0 Omg, 1, 0 0 Omg&M5. -fSHt& 
#-ASfcD0fiO. lmg^VibJj&l, 0 0 0mg& 

[0 0 6 0] 

[0 0 6 1] »§0»1 

1- (4-JDD7I-JW -2-\£u-)l>%)WVl>5 ! 
tF (8 0 Omg) £A>>VK75> (4 6 6mg) © 

(3 5mi) «t»jS^**a»Tr3 0»iaffl» 

(2 7 5mg) ©M (4ml) l^StST 

so*., 4. Bi^i«s»w*. ms-jv 

its. u ffsn&jaaEftS'Ujtry^fttt 

(1:6) ommxmiavT, n-^>vw [i 

75> (6 7 5mg) 

1 H-NMR (CDC 1 s ) 5:3. 7 0 (2 H, 
s) , 3. 7 6 (2H, s) , 6. 2 5 (2H, d, J 
= 2. 5Hz), 6. 80 (1H, t, J = 2. 5H 
z) , 7. 2 0-7. 4 6 (9H, m) 
MS: 2 9 5 (M* -1) 30 
[0 0 6 2] Sji0f2 

N-AyfA- [1- (4-7DD7l=W Hn-;v 
-2— OH ^fA7S>. 
MS : 3 0 3 (M + -1) 

1 H-NMR (CDCls ) 5 : 0. 89 (3H, t, 
J=7Hz), 1. 26 (8H, bs), 1. 35- 
1. 50 (2H, m) , 2. 53 (2H, t, J = 7H 
z) , 3. 6 7 (2H, s) , 6. 2 3 (2H, d, J 
= 2. 5Hz), 6. 79 (1H, t, J = 2. 5H 40 
z), 7. 38-7. 49 (4H, m) MS : 3 0 3 
(M + -1) 

[0 0 6 3] mmm3 

mmmi tmmizvxTmit^mn^. 

N-^>i?;P- (l -7x-JHfn-;i— 2— f;W * 

1 H-NMR (CD C 1 3 ) 5:3. 7 1 (2H, 
s) , 3. 73 (2H, s) , 6. 24 (2H, d, J 
= 3Hz), 6. 83 (1H, t, J = 3Hz), 7. 



#^¥7-1 18 229 
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MS : 2 6 1 (M* - 1) 

[0 0 6 4] mmm4 
mmm 1 tm\zi,rTm&m*nz. 

n-a:/3MI/- (i-7xn;nfn-;i/-2--f;W ^ 
9-)V7§>. 

'H-NMR (CDCls) 8:0. 89 (3H, t, 
J = 7Hz), 1. 23 (8H, bs), 1. 33- 
1. 43 (2H, m) , 2. 50 (2H, t, J=7H 
z) , 3. 7 2 (2H, s) , 6. 2 0-6. 2 3 (2 
H, m) , 6. 8 1 (1H, t, J = 2. 5 Hz) , 
7. 3 0-7. 4 7 (5H, m) 
MS : 2 6 9 (M + - 1) 

[0065] mams 

mmm 1 tmmzLTTmt&m*%%. 

N-1>i?)V- [1- (4-^f^7xrjW EU-Jl 

'H-NMR (CDC 1 3 ) 5:2. 40 (3H, 
s) , 3. 7 0 (2H, s) , 3. 7 3 (2H, s) , 
6. 22 (2H, d, J = 2. 5Hz), 6. 78 (1 
H, t, J = 2. 5Hz), 7. 19-7. 32 (9 

H, m) 

MS : 2 7 5 (M + -1) 

[0066] mmme 

mmm 1 tnmiz vxTmtmmz. 

N-A^g 1 ^- [1- (4-*9-)V7x-M \ZU-)l 

'H-NMR (CDC 1 s ) 5:0. 8 8 (3H, t, 
J = 7Hz), 1. 25 (8H, bs), 1. 32- 

I. 4 3 (2H, m) , 2. 4 3 (3H, s) , 2. 5 
0 (2H, t, J = 7Hz) , 3. 70 (2H, s), 
6. 21 (2H, d, J = 2. 5Hz) , 6. 78 (1 
H, t, J =2. 5Hz) , 7. 2 0 - 7. 3 3 (4 
H, m) 

MS : 2 8 3 (M + - 1) 

[0067] mmmi 

mmm 1 tmmzvxTmteimmz* 

N-A^gMV- [1- (2-^nn7x=.;W )dn-)V 

'H-NMR (CDCls ) 5 : 0. 89 (3H, t, 
J = 7Hz), 1. 25 (8H, m), 1. 29-1. 
4 0 (2H, m) , 2. 4 7 (2H, t, J = 7H 
z) , 3. 58 (2H, s) , 6. 21-6. 29 (2 
H, m) , 6. 68 (1H, d d, J=4, 2. 5H 
z) , 7. 3 1-7. 5 5 (4H, m) 
MS : 3 0 3 (M + - 1) 

[0068] mmms 

mmm 1 tmm\zbx-fmt®mm* 

n-^^))/- [1- (3-i?nn7xr,;W tfn-;i/ 

-2—iM ^)P7S. >. 

'H-NMR (CDC 1 3 ) 5:0. 89 (3H, t, 
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J = 7Hz), 1. 2 9 (8H, bs), 1. 4 7- 
1. 5 1 (2H, m) , 2. 5 6 (2H, t, J = 7H 
z) , 3. 6 9 (2H, s) , 6. 2 1-6. 26 (2 

H, m) , 6. 80 (1H, d d, J = 3, 2. 5H 
z) , 7. 3 0-7. 4 1 (3H, m) , 7. 6 1- 
7 . 6 5 ( 1 H, m) 

MS : 3 0 3 (M + - 1) 

[0 0 6 9] S&0I9 
S£0!| 1 iM#fcUTTBBft^**»a. 

n-a.-/^;p- [i- (2-^f;P7ir;W ifn-jp 

-2— f;W *?)V7S.>. 

'H-NMR (CDC 1 3 ) 5 : 0. 8 9 (3H, t, 
J = 7Hz), 1. 23 (8H, s) , 1. 29-1. 
4 0 (2 H, m) , 2. 0 4 (3 H, s) , 2. 4 6 

(2H, t, J = 7Hz) , 3. 51 (2H, broa 
d d, J = 8Hz) , 6. 18-6. 25 (2H, 
m) , 6. 64 (1H, dd, J=4, 2. 5Hz) , 
7. 2 3-7. 3 3 (4H, m) 
MS : 2 8 3 (M + -1) 

[0 0 7 0] MMMl 0 

N-^^-JV- [1- (3 h^~>7xr:;i/) tfn- 
ft/-2—iM *?)V7S.>. 

'H-NMR (CDC h ) 5:0. 90 (3H, t, 
J = 7Hz), 1. 25 (8H, bs), 1. 33- 

I. 45 (2H, m) , 2. 55 (2H, t, J = 7H 
z) , 3. 7 3 (2H, s) , 3. 8 5 (3H, s) , 
6. 20-6. 24 (2H, m), 6. 83 ( 1 H, 
t, J = 2. 5Hz) , 6. 8 9-7. 11 (3H, 
m) , 7. 34 (1H, t, J = 8Hz) 

[0 0 7 1] W&M1 1 

mm i iw*i:LrFBfc^»fi#s. 

N-^>i?)V- [l- (3-^1-^^71^) fcfn- 
f/-2—i)V\ ^WSX 

'H-NMR (CDCh ) 5:3. 75 (2H, 
s) , 3. 7 8 (2H, s) , 3. 8 2 (3H, s) , 
6. 24 (2H, d, J = 2. 5Hz), 6. 84 (1 
H, t, J = 2 . 5Hz), 6. 87-7. 10 (3 

H, m) , 7. 1 9-7. 3 6 (6H, m) 
MS : 2 9 1 (M + - 1) 

[007 23 mmmi 2 
mam 1 tmmizvx-fmit&mm, 

n-a.^;p- [1- (4-^b+i/7ir)W fcfn- 

*?-)V7$.>. 
'H-NMR (CDClj ) 5:0. 89 (3H, t, 
J=7Hz), 1. 26 (8H, bs), 1. 32- 

I. 45 (2H, m) , 2. 50 (2H, t, J = 7H 
z) , 3. 6 8 (2H, s) , 3. 8 8 (3H, s) , 
6. 19-6. 22 (2H, m), 6. 75 (1H, d 
d, J=4, 2. 5Hz), 6. 91-7. 38 (4 



(9) #»¥7-1 1 8 2 2 9 
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H, m) 

MS : 2 9 9 (M + - 1) 

[0073] mmmi 3 
mmm 1 tmm\zvxTmtnm%n%* 

N-^>»- [1- (4-* blrisyx-M fcfn~ 

ft/- 2— r;w ^?;l/73>„ 

'H-NMR (CDC 1 3 ) 5:3. 70 (2H, 
s) , 3. 7 2 (2H, s) , 3. 8 7 (3H, s) , 

6. 22 (2H, d, J = 2. 5Hz), 6. 78 (1 
10 H, t, J = 2. 5Hz) , 6. 9 0 - 7. 3 7 (9 

H, m) 

MS : 2 9 1 (M + -1) 

[0074] mm 14 
mm i i/TTEft'&«ft#a. 

n-a^;1/- [l- (3-^?;P7x^;W k?n-;v 
-2—iM t^jws.y* 

1 H-NMR (CDC Is ) 5 : 0. 8 8 (3H, 
t, J = 7Hz), 1. 25 (8H, bs), 1. 32 
-1.45 (2H, m) , 2. 41 (3H, s) , 2. 
20 5 2 (2 H, t, J = 7Hz), 3. 71 (2 H, 
s), 6. 19-6. 24 (2H, m), 6. 79 (1 
H, t, J = 2. 5Hz) , 7. 13-7. 37 (4 
H, m) 
[0 0 7 5] a$tU5 

2, 5--^h+->fh7tHn75> (4. Og) t 

3, 4-yjfnnr-'J> (4. 9 g) <DWm (5m 

i) *ffl#«ft5BSMSHrr«. g&s&ttettm 

^5 7>f-t:#t. IH^tN-AW> (1 : 3 
5) ©jg?n?}gfcBbt\ 1- (3, 4-^DD7i- 

;W tfn-;p (5. 7 l g) 

'H-NMR (CDC Is ) 5:6. 38 (2H, t, 
J = 2. 5Hz) , 7. 04 (2H, t, J = 2. 5H 
z), 7. 21-7. 27 ( 1 H, m) , 7. 45- 

7. 5 1 (2H, m) 
[0 0 7 6] Sififfll 6 

l- (3, 4-5>^DD7x-;0 tfn-;v (l. 4 
45 g) ©^^*JhA73 (* (1 2ml) (DflMtiSK 
fc, 01Ct?^->tt€U> (1. 3 2g) SWTU S 

^tr&gfiT 8 ftm«#-r«. m&m i N*wt^- h 

Utf.Mc*« (6 0ml) KffigAft, IWl^Tftt 

- (3, 4-^DD7x^;i/) -2-tfn-;v*;i/A 
Jl'ThF (1. 2 7g) 

'H-NMR (CDCh ) 5:6. 46 (1H, d 
d, J=4, 2. 5Hz) , 7. 0 4- 7. 0 8 (1 
50 H, m) , 7. 16 (1 H, d d, J =4, 2. 5 H 
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z), 7 . 21-7. 28 (1H, m), 7. 4 9- 
7.5 7 (2H, m) , 9. 58 (1H, s) 
[0 0 7 7] SBS0I17 

mm i iH*fcUTTBto&**#«. 

X-y\"/.f..ii,- [i- (3, 4-^^nn7xnjW If 
n-;p-2— f;W ^f*7S>. 
1 H — NMR (CDC 1 s ) 5:0. 90 (3H, t, 
J = 7Hz), 1. 29 (8H, bs), 1. 38- 
1. 50 (2H, m) , 2. 58 (2H, t, J = 7H 
z) , 3. 6 6 (2H, s) , 6. 2 0 - 6. 2 6 (2 
H, m) , 6. 7 9 (1H, t, 3 = 2. 5 Hz) , 
7. 3 9 - 7. 5 3 (2H, m) , 7. 85 ( 1 H, 
d, 3 = 2. 5Hz) 

[0078] mmi 8 

MPJ 1 iH«fcl/rTTBfc£*6f»*. 

N-^>^;V- [1- (3, 4-^QD7irjM tf 
u~)]/-2—i)V] *?)V7S.>. 
1 H-NMR (CDC 1 3 ) 5:3. 6 8 (2H, 
s) , 3. 79 (2H, s) , 6. 21-6. 25 (2 

H, m) , 6. 8 0 (1 H, t, J = 2. 5Hz), 
7. 24-7. 48 (7 H, m) , 7. 82 ( 1 H, 
d, 3 = 2. 5Hz) 

[0 0 7 9] W&Wl 9 

mm 1 6 iRsscurTEft'&ijsiis. 

i- (4 - y^ff7$;7irjw -2-tfD-;^ 

M)lrt h\ 

1 H-NMR (CDC 1 s ) 5:3. 0 3 (6H, 
s) , 6. 3 7 (1H, dd, 3=4, 2. 5Hz) , 
6. 98 (4H, AB, J=9. 5, 9Hz) , 7. 0 

2 (1H, t, 3 = 2. 5Hz) , 7. 14 (1H, d 
d, J=4, 2. 5Hz) , 9. 5 5 (1H, s) 

[0 0 8 0] W&W2 0 

mmi mm\zhTTmk%mm%> 

N-s\-?^)i- [l- (4-^f;P7S/7i=;W 
t?n-;l—2— f;l^3VW 75X 
'H-NMR (CDCh ) 5:0. 89 (3H, t, 
J = 7 Hz) , 1. 2 6 (8H, broad s) , 

I. 33-1. 44 (2H, in), 2. 50 (2H, 
t, J = 7Hz) , 3. 0 1 (6H, s) , 3. 6 8 
(2H, s) , 6. 2 4 - 6. 3 0 (2H, m) , 6. 

70-6. 75 (3H, m), 7. 20-7. 27 (2 
H, m) 
[0 0 8 1] M&M2 1 

mmi mmzhxymtmitm. 

N-^yP)V- [1- (4-^fJl/73/7i^JW 

■H-NMR (CD C 1 s ) 5:2. 99 (6H, 
s) , 3. 6 9 (2H, s) , 3. 7 1 (2H, s) , 
6. 20 (2H, d, 3 = 2. 5Hz), 6. 68- 
6. 7 7 (3H, m) , 7. 16-7. 31 (7H, 



(10) #a¥7- 1 1 8 2 2 9 
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m) 

[0 0 8 2] SB§«2 2 

mm i e tmm&L-rrm&mtmz. 

1- (4-hi;7JWn^fjP7x-JW -2-bfn- 

'H-NMR (CDCh ) 5:5. 96 (1H, d 
d, J=4, 2. 5Hz), 7. 09-7. 12 (1 

H, m) , 7. 17-7. 2 1 (1H, m) , 7. 6 1 
(4H, AB, J = 9, 8Hz) , 9. 60 ( 1 H, 

10 s) 

[0 0 8 3] »§«2 3 
Wtm 1 iR*fcLTTEfc#4&&**. 
N-A.^;p- [l- (4 -h'J7Mn^?j|,7ir 
;W HD-;k-2-i-jp^^;i/] 73 >„ 

'H-NMR (CDC 1 3 ) 5 : 0. 90 (3H, t, 
J = 7Hz) , 1. 2 7 (8H, broad s) , 

I. 38-1. 50 (2H, m), 2. 58 (2H, 
t, J = 7Hz) , 3. 70 (2H, s), 6. 23- 

6. 2 9 (2H, m) , 6. 8 4 (1H, t, 3 = 2. 
20 5Hz) , 7. 7 0 (4H, s) 

[0 0 8 4] W@M2A 

mm 1 tnmizvxrmit^mmz,. 

N-t>pfr- [i- (4- hvyfrxatrfry*- 
M \Zu-)V-2—1)V*9-M 73 X 
'H-NMR (CDC 1 s ) 5:3. 71 (2H, 
s) , 3. 79 (2H, s) , 6. 2 5 -6. 2 9 (2 

H, m) , 6. 8 5 (1 H, t, J = 2. 5Hz) , 

7. 2 1-7. 35 (5H, m) , 7. 67 (4H, 
s) 

30 [0 0 8 5] §8®«2 5 

mm i mm\zhT7%m®mm%. 

N-'x^l/- (5-^nn-i-7x^)Hfn-;).- 

2— Ok*3Mt/) 73 >„ 

■H-NMR (CDC 1 3 ) 5 : 0. 88 (3H, t, 
J = 7Hz), 1. 23 (8H, broad s), 

I. 30-1. 38 (2 H, m), 2. 43 (2H, 
t, J = 7Hz), 3. 56 (2H, s), 6. 11- 
6. 15 (2H, m), 7. 27-7. 35 (2H, 
m) , 7. 4 3-7. 5 1 (3H, m) 

40 [0 0 8 6] m&ffl2 6 

mm i tw«fcbTTBfl;'&«s#«. 

N-^>v)l<- (5-^uu-l-yx.~)V\du-)V- 
2—i)\f^)V) 75 >. 

'H-NMR (CDCh ) 5:3. 57 ( 2 H, 
s), 3. 63 (2H, s), 6. 12-6. 17 (2 
H, m) , 7. 11-7. 3 2 (7H, m) , 7. 4 0 
-7. 5 0 (3H, m) 
[0 0 8 7] ®jg^|2 7 

1- (4-tFDtj/7i-;M tf n— 71/ (2. 5 
50 g) , ^>-;jWnsH (4. Og) i«K*iJ»7A 
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(4. 3 5 g) CDN, N-^j*gVMv>kk7S H (2 5 

mi) *m$#i*6ox:riommim*z. »m 

ftRfcUOi. *K*«*U #e>tl7>2ifi 

»aft»»x^!9>6«eafl;bT, 1- (4-^>s? 

M+->7x^JW Kn-;u (3. 44 g) 
1 H — N M R (CDCh ) 5:5. 10 (2H, 
s) , 6. 32 (2H, t, J = 2. 5Hz) , 6. 9 
9-7. 0 4 (4H, m) , 7. 2 7 - 7. 4 7 (7 

H, m) 

[0 0 8 8] SS§$i2 8 
SBfiWl 6 £H«CUTTBft:£«ft#l*. 
l- (4-^>j?M+->7irjW -2-Hn-M 

1 H-NMR (CDCh ) 8:5. 13 (2H, 
s) , 6. 39 (1H, dd, 1=4, 2. 5Hz), 
7. 00-7. 09 (3H, m), 7. 15 (1H, d 
d, J = 4, 2Hz), 7. 2 4 - 7. 4 9 (7H, 
m) , 9 . 5 5 ( 1 H, s ) 
[0 0 8 93 S8§0tJ2 9 

N-A7"f Jl/- [1- (4-^>yM=! : y7i-JW 
tfn-;u-2— 7S>. 

'H-NMR (CDCh ) 8:0. 89 (3H, t, 
J=7Hz), 1. 23 (8H, broad s), 

I. 33-1. 45 (2 H, m) , 2. 50 (2H, 
t, J = 7Hz), 3. 68 (2H, s), 5. 11 
(2H, s) , 6. 17-6. 2 5 (2H, m) , 6. 

77 (1H, t, J = 2. 5Hz) , 6. 99-7. 0 
7 (2H, m) , 7. 24-7. 4 8 (7H, m) 

[0090] wms 0 

n-^>^;v- [i- {A-^y'j)^^yyx.r.m 
tfn-Jk-2-f)Wf)W 75>. 
'H-NMR (CDCh ) 8:3. 71 (2H, 
s) , 3. 7 2 (2H, s) , 5. 11 (2H, s) , 
6. 22 (2H, d, J=2. 5Hz), 6. 77 (1 
H, t, J=2. 5 H z ) , 6. 95-7. 04 (2 
H, m) , 7. 1 6-7. 4 9 (1 2H, m) 

[0091] mmm3 1 

4- (ifn-jp- £JHHt (2. 50g) i 

K>^)V7)Vn-)V (l. 50g) ih'Jx?;P75> 

(2. 7 ig) ©M^g t k> (3 0mi) ^mmizm. 

#TtHX (2-«V-3-«V'/iJ») *X 
yV-s/i^ny F (3. 4g) fcSi&TSDA., ffl-Stt 
ft£fiT?3HIHJ«IW«. S«jS#»ft#»**#^ F 

r, 4- (ifn-;w- l --DV) Slfi'O'^ 
(3. 8 6 g) £#3. 



(11) #H¥7-1 1 8 2 29 

it? 

'H-NMR (CDCh ) 8:5. 40 (2H, 
s) , 6. 4 0 (2H, t, J = 2. 5Hz) , 7. 1 
9 (2H, t, J = 2, 5Hz) , 7. 37-7. 48 

(7H, m) , 8. 10-8. 18 (2H, m) 

[0 0 9 2] Sig0lJ3 2 

mm 1 6 tnmizbrrm^t^m^ 

4- (2-*;V5^fcfn-;p- ^> l /=h'J 
;k 

'H-NMR (CDCh ) 8:6. 49 (1H, d 
10 d, J=4, 2. 5Hz), 7. 09-7. 12 (1 

H, m) , 7. 18 (1H, dd, J=4, 2. 5H 
z) , 7. 63 (4H, AB, J = 9, 8Hz), 9. 
6 0 (1H, s) 

[0 0 9 3] SBg«3 3 
m&m 1 £W«fcUTTEfls£««f*«. 
4- [2- (N-A^f;W 73/pWHfn--;i,- l 

— f;w ^>v-hujk 

IR(neat) :2220cm" 1 
'H-NMR (CDCh ) 8:0. 89 (3H, t, 
20 J = 7Hz) , 1. 28 (8H, broad s), 

I . 4 0 - 1. 5 0 ( 2 H, m) , 2 . 60 ( 2 H, 
t, J = 7Hz) ,3.67 (2H, s) , 6. 25- 

6. 30 (2H, m) , 6. 86 (1H, t, J = 2. 
5Hz) , 7. 7 0-7. 8 0 (4H, m) 

[0 0 9 4] Mii«3 4 

4- [2- (N-^>>W 75/^3 ; ;H£n~-;h 1 

'H-NMR (CDCh) 6:3. 70 ( 2 H, 
30 s) , 3. 80 (2H, s) , 6. 2 6 - 6. 3 0 (2 
H, m) , 6 . 8 7 ( 1 H, t , J = 2 . 5 H z ) , 

7. 23-7. 38 (5H, m) , 7. 65-7. 75 
(4H, m) 

[0 0 9 5] ®Bi0!|3 5 
-2-^)Wf;W 73 >. 

'H-NMR (CDCh ) 8:0. 90 (3H, t, 
J = 7Hz) ,1.30 (8H, broad s) , 
40 1. 38-1. 50 (2H, m), 2. 62 (2H, 
t, J = 7Hz) , 3. 70 (2H, s) , 6. 28- 
6. 32 (2H, m) , 6. 90 (1H, t, J = 2. 
5Hz), 7. 8 1-8. 37 (4H, m) MS (m/ 
z) : 3 1 4 (M + - 1) 
[0 0 9 6] 8&0I3 6 

N-^>s>;P- [l- (4-rhn7xrjW tfn-;p 

-2— Ok*?^] 73 >. 

'H-NMR (CDC h ) 6:3. 7 1 (2H, 
50 s) , 3. 8 1 (2H, s) , 6. 2 8 - 6. 3 1 (2 
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H, m) , 6. 9 0 (1H, t, J = 2. 5Hz) , 
7. 25-7. 36 (5H, m) , 7. 75-8. 28 

(4H, m) 

[0 0 9 7] S&0I3 7 

1 6 tmmizhrrm^^m. 

i- (4-7;WD7ir;w -2-tn-;t^/t;P 
ft H. 

'H-NMR (CDC1 3 ) 5:6. 42 ( 1 H, d 
d, J = 4, 2. 5Hz) , 7. 0 4 - 7. 0 6 (1 

H, m) , 7. 10-7. 3 8 (5H, m) , 9. 5 7 
(1H, s) 

[0 0 9 8] mmW3 8 

mm 1 twm:i/TTBfc#»*ff*. 

N-'XT^V- [1- (4-7MP7ir.JW tfn- 

2— OK*9VM 75 >„ 
'H-NMR (CDC 1 s ) 5:0. 89 (3H, t, 
J = 7 H z ) , 1. 25 ( 8 H, broad s), 

I. 3 5 - 1. 4 5 (2 H, m) , 2. 54 (2H, 
t, J = 7Hz) , 3. 65 (2H, s), 6. 19- 
6. 23 (2 H, m) , 6. 75-6. 78 (1 H, 
m) , 7. 13 (2H, t, J = 7Hz), 7. 45 

(2H, dd, J = 8, 6Hz) 

[0099] «#J3 9 

9ES9S 1 6 iR«fcUTTK5fc£*Sff*. 

1 - (2 -j* h*'>7irj0 -2-¥tl-M)W)V 

1 H-NMR (CD C 1 3 ) 5:3. 7 9 (3 H, 
s) , 6. 42 (1H, dd, J=4, 2. 5Hz), 
6. 9 7 - 7. 4 8 (6H, m) , 9. 4 6 ( 1 H, 

s) 

[oioo] mmw4 o 

N-A^;k- [l- (2-^h+i/7i^W tfn- 
;i/-2--r;M^;W 75>. 

'H-NMR (CDC h ) 5:0. 87 (3H, t, 
J = 7Hz), 1. 2 1 (8H, broad s) , 
1. 25-1. 41 (2H, m), 2. 46 (2H, 
t, J = 7Hz), 3. 60 (2H, s), 3. 80 
(3H, s) , 6. 19-6. 28 (2H, m) , 6. 
66-6. 70 (1 H, m), 6. 99-7. 06 (2 
H, m) , 7. 2 5-7. 4 2 (2H, m) 

[oioi] mmM4 1 

N->^DA7*fJl'- [1- (4-^nD7x"JW fcf 

'H-NMR (CDCh ) 6:1. 30-1. 79 
(12 H, m) , 2. 60 (1H, broad se 
p, J = 7Hz) , 3. 64 (2H, s) , 6. 19- 
6. 2 5 (2H, m) , 6. 7 7 (1H, t, J = 2. 
5 Hz) , 7. 3 7-7. 5 3 (4H, m) 



(12) ^¥7- 1 1 8 2 2 9 

[0 10 2] 2 

mmm 1 tnmz utte^*****. 

N-s\f7-)l- [l- (4-7'n ; E7i^)W Hn-;i/ 
-2-^jm^;W 75 >. 

'H-NMR (CDC Is ) 5:0. 9 0 (3H, t, 
J = 7Hz), 1. 28 (8H, broad s) , 
1. 3 4- 1. 5 0 (2H, m) , 2. 54 (2H, 
t, J = 7Hz) , 3. 66 (2H, s) , 6. 20- 

6. 26 (2H, m) , 6. 77 ( 1 H, t, J = 2. 
10 5Hz), 7. 37-7. 44 (2H, m), 7. 52 

-7. 6 0 (2H, m) 

[0 10 3] mmw4 3 

mm 1 e iM«KbTT«wt#*sff *. 

4- (2-*A-3;n;n-;i— i->f^) &&&m*> 

'H-NMR (CDCh ) 5:5. 41 (2H, 
s) , 6. 46 (1H, dd, J = 4, 2. 5Hz), 

7. 10-7. 13 (1H, m) , 7. 19 (1H, d 
d, J=4, 2. 5Hz) , 7. 3 6 - 7. 5 0 (7 

20 H, in) , 8. 15-8. 2 2 (2H, m) , 9. 6 2 
(1H, s) 

[0 10 4] SSB0I4 4 

4- [2- (n-a:/3\>w 75y^^;utfp-;i/- i 
— ow £,mM^>pfr 

'H-NMR (CDCh ) S : 0. 89 (3 H, t, 
J = 7Hz), 1. 25 (8H, broad s) , 

1. 3 7 - 1. 4 8 (2H, m) , 2. 5 5 (2H, 
t, J = 7Hz), 3. 70 (2H, s), 5. 40 

30 (2H, s), 6. 25-6. 27 (2H, m) , 6. 
86 (1H, t, J = 2. 5Hz) , 7. 36-7. 5 
0 (5H, m) , 7. 8 9 (4H, AB, J = 9. 5, 
9. 5Hz) 

[0 10 5] M&M4 5 

mmm 1 mm\zhxrmmmm^ 

4- [2- (N-^>^;» ys^g^tfn-^- i 

'H-NMR (CDCh ) 6:3. 72 (2H, 
s) , 3. 7 6 (2H, s) , 5. 4 0 (2H, s) , 
40 6. 2 5 - 6. 2 9 (2 H, m) , 6. 87 (1H, 
t, J = 2. 5 Hz) , 7. 17-7. 30 (5H, 

m) , 7. 3 2-7. 51 (5H, m) , 7. 87 (4 

H, AB, J = 9. 5, 9. 5Hz) 

[0106] mmmi 

2, 4, e-h^y^-tu-iV'yTi-h (3 9 5mg) 
<Difna^)VA (7ml) mWilZ, N-^>¥)1- [1 
- (4-jdd7x-;» fcfn-;i/-2— OKI 
75> (6 7 2mg) CD^antfUl/A (8ml) 

50 3c U ffKx^-n-^U-^SfUBMll/r, N 
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-sOPfr-N- [1- (4-i?DD7xnjl/) tf D — 

)l-2—1)l*<7-M -NT - (2, 4, 
D7x^JW Scjjl (9 5 3mg) £#3. 

1 H-NMR (CDC 1 3 ) 5:4. 3 4 (2 H, 
s) , 4. 5 5 (2H, s) , 5. 8 3 (1H, s) , 
6. 27-6. 36 (2H, m), 6. 68 (2H, 
t, J = 8Hz), 6. 83 (1H, dd, J=4, 
2. 5Hz) , 7. 1 1 - 7. 4 2 (9H, m) 

MS : 4 7 0 (M + 4-1) 

mp : 159-161t 
[0 1 0 7] mMM2 

N- [1- \fa-)V-2--i)l 
*^)V\ -N-A^^-N' - (2, 4, 6-hU7 

'H-NMR (CDC 1 s ) 5:0. 88 (3H, t, 
J = 7Hz), 1. 25 (8H, bs), 1. 38- 

1. 50 (2H, m) , 3. 08 (2H, t, J = 7H 
z) , 4. 5 3 (2 H, s) , 5. 7 8 ( 1 H, s) , 
6. 26-6. 33 (2H, m) , 6. 69 (2H, 
t, J = 8Hz) , 6. 8 2 (1H, dd, J = 4, 

2. 5Hz), 7. 34 (4H, AB, J = 9, 8H 
z) 

MS : 4 7 8 (M + +1) 
[0 10 8] 

N — [l- (4-^0071^) tfn-;i/-2— 

*=?)V\ -N-^f-JV-N' - [ (2, 6-^*3^ 

x5vw 7xrjp] mm. 

'H-NMR (CDCh ) S : 0. 8 9 (3 H, t, 
J = 7Hz), 1. 15 (12 H, b r, d, J = 7H 
z) , 1. 2 6 (8 H, bs), 1. 4 0-1. 52 

( 2 H, m) , 2. 4 3 (2 H, s e p, J = 7 H 
z) , 3. 13 (2H, t, J = 7Hz) , 4, 5 2 

(2H, s) , 5. 7 8 (1H, s) , 6. 2 5-6. 
33 (2H, m) , 6. 80 (1H, d d, J = 4, 
2. 5Hz) , 7. 0 9- 7. 4 6 (7H, m) 
MS : 5 0 8 (M + +1) 
mp : 1 5 4- 1 5 6*C 

[0 10 9] $JE0H 

N-^>^;v-N (i-7xr:jH£n-;v-2— Ok* 

-N' - (2, 4, 6-hU7MD7ir;l/) 

'H-NMR (CDCh ) 5:4. 29 (2H, 
s) , 4. 5 0 (2H, s) , 5. 9 3 (1H, s) , 
6. 27-6. 35 (2 H, m) , 6. 68 (2H, 
t, J = 8Hz) , 6. 8 8 (1H, dd, J = 3, 
2. 5 H z ) , 7. 11-7. 50 (10 H, m) 
MS : 4 3 6 (M + +1) 



(13) 1 1 8 2 2 9 
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mp : 1 49- 1 5 1"C 

[oiio] mmm 5 

mmm i tnm\z hrrm^m%^» 

n-a^;I/-n- (i-yx.~)l¥n-)i-2--l)l 
*g\>W -N* - (hij^l/^-n^xrijw 

'H-NMR (CDC Is ) 5:0. 89 (3H, t, 
J = 7Hz), 1. 22 (8H, b s) , 1. 37- 

1. 48 (2H, m) , 3. 06 (2H, t, J — 7 H 
z) , 4. 5 0 (2H, s) , 5. 84 ( 1 H, s) , 

10 6. 2 8 - 6. 3 5 (2H, m) , 6. 69 (2H, 
t, J = 8Hz) , 6. 88 (1H, dd, J = 3, 

2. 5Hz) , 7. 2 8 -7. 5 0 (5H, m) 
MS : 4 43 (M + ) 

[oin] mmme 

mmm 1 mmizvTTmik&mmz* 

N-^>^-N- [1- E4-^fJl/7x-)l/ ) tf 
a-)l-2—i)l^.9-M -N' - (2, 4, 6-hU 

7Md7i=jw mm 

'H-NMR (CDCh ) 5:2. 39 (3H, 
20 s) , 4. 28 (2H, s) , 4. 49 (2H, s) , 
5. 8 9 (1H, s) , 6. 2 5 - 6. 3 3 (2H, 
m) , 6. 6 8 (2H, t, J = 8Hz) ,6.83 

(1H, t, J = 2. 5Hz), 7. 12-7. 32 

(9H, m) 
MS : 4 5 0 (M + 4-1) 
mp : 1 6 2- 1 6 3. 5 V. 

[0112] mmm7 

mmm 1 mm\zhxrfm&m*m*. 

N-A^-N- [1- (4-^W7i=)W tfn 

jo -;i/-2--f;M3MH -n' - (2, 4, 6-HJ7 

wd7i-j0 mm 

'H-NMR (CDCh ) 5:0. 87 (3H, t, 
J = 7Hz) , 1. 2 2 (8H, b s) , 1. 3 7- 
1. 5 1 (2H, m) , 2. 3 9 (3H, s) , 3. 1 
7 (2H, t, J = 7Hz), 4. 50 (2H, s), 
5. 83 (1H, s) , 6. 2 3 - 6. 3 3 (2H, 
m), 6. 68 (2H, t, J = 8Hz), 6. 83 

(1H, t, J = 2. 5Hz), 7. 16-7. 23 

(4H, m) 
40 MS : 4 5 7 (M + ) 

[o 1 1 33 mmm& 

mmm 1 tm&zisTFm&m***. 

N- [1- (2-^nn7i^) bfn-;U- 2— T )l 
-N-'\7 P ^-N' - (2, 4, 6-HJ7 

wn7i=*) mm 

'H-NMR (CD C 1 3 ) 5:0. 8 9 (3H, t, 
J = 7Hz) , 1. 2 5 (8H, s) , 3. 0 1 (1 
H, broad t, J = 7Hz), 4. 36 (1H, 
broad d, J = 7Hz), 5. 95 (1H, 
50 s), 6. 29-6. 35 (2H, m) , 6. 67 (2 
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H, t, J = 8Hz) , 6. 7 4 (1H, dd, J = 
4, 2. 5Hz) , 7. 34-7. 41 (3H, m) , 
7. 48-7. 57 (1H, m) 

MS : 4 7 8 (M + +1) 
mp : 8 0. 5-8 3. 5t: 

[0114] mmm9 

N- tl- (2-?nn7irjW \£a-)V-2—i)V 
-n-^\7 p ^;|/-n' - (2, e^g^io:^ 

1 H-NMR (CDC 1 3 ) 5:0. 88 (3H, t, 
J = 7Hz) , 1. 15 (12 H, br, d, J = 7H 
z) , 1. 26 (8 H, bs), 1. 40-1. 54 

(2H, m) , 2. 94 (2H, broad qui, 
J = 7Hz) , 4. 36 (2H, broad d, J = 
7Hz), 5. 93 (1H, s) , 6. 29-6. 35 

(2H, m) , 6. 75 (1H, dd, J=4, 2. 5 
Hz), 7. 08-7. 2 4 ( 3 H, m) , 7. 3 4- 
7. 46 (3 H, m) , 7. 50-7. 58 (1 H, 
m) 

MS : 5 0 8 (M + +1) 
mp : 1 1 7-1 1 9*C 

[0115] mmmi o 

N- [1- (3-?Dn7l=;W tfn-Jl/- 2--OV 
*9-M -N-a.^;u-n* - (2, 4, 6 - HJ 7 

1 H-NMR (CDCh ) S : 0. 88 (3 H, t, 
J = 7Hz), 1. 25 (8H, bs), 1. 40- 

I. 5 2 (2H, m) , 3. 10 (2H, t, J = 7 H 
z) , 4. 5 4 (2H, s) , 5. 8 0 ( 1 H, s) , 
6. 26-6. 34 (2H, m) , 6. 70 (2H, 
t, J = 8Hz), 6. 84 (1H, dd, J = 4, 
2. 5Hz) , 7. 19-7. 40 (4 H, m) 

MS : 4 7 8 (M + 4-1) 
[0 116] ggfiffll 1 

N- [l- (3-?nn7i^ ) trn-;i/-2— -f 
-N-a^;1/-n' - (2, 6-V*<?)V 

1 H-NMR (CD C 1 3 ) 5:0. 8 9 (3H, t, 
J = 7Hz) , 1. 15 (12H, broad d, J 
= 7Hz) ,1.26 (8H, b s) , 1. 40-1. 
53 (2H, m) , 2. 94 (2H, sep, J = 7H 
z) , 3. 13 (2H, t, J = 7Hz), 4. 55 
(2H, s) , 5. 7 8 (1H, s) , 6. 2 7-6. 
35 (2H, m), 6. 82 (1H, dd, J=4, 
2. 5Hz) , 7. 0 9- 7. 4 0 (7H, m) 
MS : 5 0 8 (M + -1) 
mp: 1 2 7. 5- 1 2 9*C 
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[0117] mmmi 2 
mmm 1 tmmz LTTmtmmz, 

N-a.^;1/-n- [1- (2->tf;i,7i=.JW bfn 
-;p-2— om^W -n' - (2, 4, 6-HJ7 

1 H-NMR (CDC 1 3 ) 5:0. 89 (3H, t, 
J = 7Hz), 1. 21 (8H, b s) , 1. 36- 
1. 4 9 (2H, m) , 2. 0 4 (3H, s) , 2. 8 
8-3. 00 (2H, broad d, J = 7Hz), 
10 4. 2 9 (2H, s) , 6. 0 7 (1H, s) , 6. 2 
8-6. 35 (2H, m) , 6. 68 (2H, t, J = 
8Hz), 6. 73 (1H, dd, J = 4, 2. 5H 
z) , 7. 19-7. 3 5 (4H, m) 
MS : 4 5 7 (M + ) 

[0118] mmmi 3 
mmm 1 tmmtzbTTmmmm* 

N-s\7?)l-N- [l- (3-;*g^k7xrji/) bfn 

-)V-2—i)V^M — N' - (2, 4, 6-hU7 

;^D7i^0 JgJH 
^ 'H-NMR (CDCh ) 5:0. 89 (3H, t, 
J = 7Hz), 1. 25 (8H, b s) , 1. 40- 
1. 52 (2H, m) , 3. 10 (2H, t, J=7H 
z) , 3. 8 5 (3H, s) , 4. 5 3 (2H, s) , 
5. 85 (1H, s), 6. 26-6. 34 (2H, 

m) , 6. 69 (2H, t, J = 8Hz), 6, 82- 
6 . 9 6 (4 H, m) , 7 . 3 7 ( 1 H, t , J = 8 H 
z) 

[0119] mmmi 4 
mmm 1 k.nmzhTTWc&*s*%*. 

30 n-^>i»V-N- [1- (3-^ht->7i-jW tf 
n-;P-2— < )1>*7-)V1 — N' - (2, 4, 6-MJ 

1 H-NMR (CDC 1 3 ) 5:3. 80 (3H, 
s) , 4. 3 4 (2H, s) , 4. 5 2 (2H, s) , 

5. 92 (1H, s), 6. 27-6. 35 (2H, 
m) , 6. 69 (2H, t, J = 8Hz) , 6. 79- 

6. 9 6 (4H, m) , 7. 13-7. 19 (2H, 
m) , 7. 2 7- 7. 4 9 (4H, m) 

[0120] mmmi 5 
40 mmm 1 tnmiz vTTmt®m'm° 

N-'V/^-N- [1- (4-^h=r'>7i=)W bf 

u-n,-2-<in,*<?M -n' - (2, 4, 6-hu 

7JWD7xr)l') ^S[S 

'H-NMR (CDCh ) S : 0. 88 (3 H, t, 
J = 7 Hz) , 1. 2 4 (8H, b s) , 1. 3 8- 
1. 52 (2H, m) , 3. 06 (2H, t, J=7H 
z) , 3. 8 4 (3H, s) , 4. 4 7 (2H, s) , 
5. 8 7 (1H, s) , 6. 2 3 - 6. 3 2 (2H, 
m) , 6. 69 (2H, t, J = 8Hz), 6. 81 
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2 5 (4H, m) 
MS : 4 7 3 (M + ) 

[0121] mmmi e 
mmm i tmmizvrrm^m^m. 

N-^>P)V-N- [1- (4-*b**sy^-)V) fcf 
f;k^^;W — N' - (2, 4, 6-HJ 

'H-NMR (CDC 1 3 ) 5:3. 84 (3H, 
s) , 4. 2 8 (2H, s) , 4. 4 6 (2H, s) , 

5. 9 3 ( 1 H, s) , 6. 2 4-6. 3 1 (2H, 
m) , 6. 67 (2H, t, J = 8Hz), 6. 82 

(1H, dd, J=4, 2. 5Hz) , 6. 91-7. 

3 6 (9H, m) 

MS : 4 6 6 (M + +1) 
mp: 1 2 2. 5- 1 2 4. 51C 

[0122] mmmi 7 
mmm 1 tmmizvxrmmmm. 

N-A^;p-N- [1- (3-*b*isyx.~)\s) If 

n-ji/-2--f;i/^^;W — n ' - (2, 4, 6-MJ 
7Mn7ir.JW BM 

1 H-NMR (CDC 1 3 ) 5:0. 8 8 (3H, t, 
J = 7Hz), 1. 23 (8H, bs), 1. 38- 
1. 5 1 (2H, m) , 2. 4 0 (3H, s) , 3. 0 
9 (2H, t, J = 7. 5Hz) , 4. 5 0 (2H, 
s) , 5. 8 6 (1 H, s) , 6. 2 5 - 6. 3 3 (2 

H, m) , 6. 69 (2H, t, J = 8Hz) , 6. 7 
5 (1H, dd, J=4, 2. 5Hz), 7. 07- 
7. 3 8 (4H, m) 

MS : 4 5 7 (M + ) 

[0123] mmmi & 
mmm 1 £H«Hci/rrBfcs**iia. 

N- [1- (3, 4-^OD7ir)W tfD-;l/-2 
—Ot/^gMW -N-a,7°^-N' - (2, 4, 6- 

'H-NMR (CDC 1 a ) 5:0. 89 (3H, t, 
J = 7 H z ) , 1. 2 5 (8H, b s) , 1. 4 0- 

I. 52 (2H, m) , 3. 12 (2H, t, J = 7H 
z) , 4. 5 7 (2H, s) , 5. 7 5 (1H, s) , 

6. 2 6 - 6. 3 3 (2 H, m) , 6. 7 0 (2H, 
t, J = 8Hz) , 6. 81 (1H, t, J = 2. 5H 
z) , 7. 18 (1H, dd, J = 8, 2. 5Hz), 

7. 42 (1H, d, 1 = 2. 5Hz) , 7. 52 (1 
H, d, J = 8Hz) 

[0124] mm 1 9 

N-^>^)l/-N- [1- (3, 4-^DD7i = 
M Mu-)V-2-^)V^M -N' - (2, 4, 6 
- MJ7Jl^-n7xrjW Jgsg 
1 H-NMR (CDC 1 s ) 5:4. 3 9 (2H, 
s) , 4. 6 0 (2H, s) , 5. 8 0 ( 1 H, s) , 
6. 2 7 - 6. 3 5 (2 H, m) , 6. 69 (2H, 
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t, J = 8Hz) , 6. 8 1 (1H, t, J = 2. 5H 
z) , 7. 10-7. 17 (3H, m) , 7. 27- 
7. 36 (4H, m) , 7. 50 ( 1 H, d, J=8H 
z) 

mp : 1 1 9- 1 2 11C 

[0125] mmm2Q 
mmm 1 gratis;: LTTEft<&«5&#;&,, 

N- [1- (4--J^^)V7S./yx.~m \£a-)l- 
-N-A.T^-N' - (2, 4, 6 
10 h'J7Mn7i-W ESS 

'H-NMR (CDCh ) 5:0. 88 (3 H, t, 
J = 7Hz), 1. 25 (8H, broad s), 
1. 39-1. 52 (2H, m), 3. 00 (6H, 
s) , 3. 0 4 (2H, t, J = 7Hz) , 4. 4 6 
( 2 H, s), 5. 88 (1H, s), 6. 21-6. 
3 0 (2 H, m) , 6. 6 8 (2 H, t, J = 8 H 
z) , 6. 8 1 (1H, t, J = 2. 5Hz) , 6. 9 
5 (4H, AB, J = 9. 5, 9Hz) 

[0126] mmm2 1 
20 mmm 1 tmm\z vx-fiat^mm^ 

N-'OSW-N- [1- (4-^fJl/7S/7x= 
)V) \in-h-2-^)V^)V\ — N' - (2, 4, 6 
-h'J7Mn7i^) MM 
'H-NMR (CDCli ) 5:2. 98 (6H, 
s) , 4. 2 9 (2H, s) , 4. 4 2 (2H, s) , 
5. 9 5 (1 H, s) , 6. 2 2 - 6. 3 0 (2H, 
m) , 6. 6 2 - 6. 7 2 (4H, m) , 6. 83 (1 
H, t, J = 2. 5Hz) , 7. 0 9 - 7. 3 6 (7 

H, m) 

30 mp : 1 7 1. 5-17 3. 5V 

[0127] mmm 2 2 

mmm 1 tnmzLTTmt&mmz. 

N-A^JV-N- [!_ ( 4 _ bi)y)l-tu^^-)Vy 
iriK \HU-}l-2--i)V^^M — N ' - (2, 
4, 6- KU7)l/^-n7xr:)W 
1 H-NMR (CDC Is ) 5 : 0. 8 9 (3H, t, 
J = 7 H z ) , 1. 2 3 (8H, broad s) , 

I. 3 9 - 1. 5 0 (2H, m) , 3. 07 (2H, 
t, J = 7Hz), 4. 61 (2H, s) , 5. 69 

<W (1H, s) , 6. 2 8- 6. 3 7 (2H, m) , 6. 
69 (2H, t, J = 7Hz), 6. 85-6. 88 
(1H, m) , 7. 4 0-7. 7 3 (4H, m) 
mp : 7 4-7 6*0 
[0 12 8] H2M2 3 

N-^>vJV-N- [1- (4- bVy)V-*u*?)l7 
i-J» t!n-)P-2— f^^^W -N' - (2, 
4, 6-h>J7;WD7ir;W K$ 
1 H-NMR (CD C 1 3 ) 5:4. 3 6 (2 H, 
50 s) , 4. 6 5 (2H, s) , 5. 7 4 ( 1 H, s) , 
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6. 30-6. 38 (2H, m) , 6. 68 (2H, 
t, J = 8Hz) , 6. 89 (1H, t, 3 = 2. 5H 
z), 7. 08-7. 15 (2H, rn) , 7. 2 7- 

7. 3 4 (3 H, m) , 7. 3 6-7. 71 (4H, 
m) 

mp: 1 5 9. 5- 1 6 2"C 

[0129] mmw2 4 

StHiiH«l:l/TTK;^S#5. 

N — (5 -i»DD- 1 -Jx.-)]/\£u-)V- 2 — 1";!/^ 
5P;W -N-^^^-N' - (2, 4, 6-HJ'7;l' 

1 H-NMR (CDCh ) 5:0. 88 (3H, t, 
J = 7Hz), 1. 23 (8H, broad s), 
1. 3 8 - 1. 5 0 (2H, m) , 2. 99 (2H, 
t, J = 7Hz), 4. 35 (2H, s), 5. 80 
(1H, s) , 6. 18 (1H, d, J=4Hz) , 

6. 26 (1H, d, J=4Hz), 6. 69 (2H, 
t, J = 8Hz) , 7. 24-7. 2 9 (2H, m) , 

7. 4 4-7. 5 0 (3H, m) 

[0130] mmm2 5 

N-^>P)\,-N- (5 -i?nn- 1 -7x— ;Hfn- 
)l-2--()\,*?M — N' - (2, 4, 6-hU7;i/ 
tn7x3) S<ii? 

' H-NMR (CDC 1 3 ) 3:4. 20 (2 H, 
s) , 4. 3 4 (2H, s) , 5. 8 8 (1H, s) , 

6. 19 (1H, d, J=4Hz), 6. 27 ( 1 H, 
d, J=4Hz), 6. 69 (2H, t, J = 8H 
z), 7. 10-7. 15 (2 H, m) , 7. 20- 

7. 33 (5H, m) , 7. 4 7 - 7. 5 0 (3H, 
m) 

[0131] mmm 6 

N- [l- (4-t>yM*->7irJW tfn™;p- 

2— i)V*<?M -N-A7"»-N' - (2, 4, 6 

[0 13 2] >H-NMR (CDCh ) 5:0. 89 
(3H, t, J = 7Hz), 1. 26 (8H, broa 
d s), 1. 38-1. 51 (2H,m), 3. 06 
(2H, t, J = 7Hz) , 4. 4 8 (2H, s) , 
5. 10 (2H, s) , 5. 8 7 ( 1 H, s) , 6. 2 
2-6. 30 (2H, m) , 6. 67 (2H, t, J = 
8Hz), 6. 80 (1H, t, 3=2. 5Hz), 
7. 14 (4H, AB, 3 = 9. 5, 9 H z ) , 7. 3 
4-7. 4 7 (5H, m) 

[0133] mmm27 

N — [ l — (4-^>^;W-^v-7x-;W Hn-Ji/- 

-N-AT^V-N' - (2, 4, 6 
-h'J7MD7i-iW K# (5 5 0mg) ©H«X 
(15ml) mmiZ, 2 0%imikn ; 7Wk-§k 



(16) 1 8 2 2 9 

SiT?***? 8 I^IW**«aiU, 2 0 %7K^k/15>"7 
iffTTlftl, ft 6tlfc»£, S"J* 

WKx^in— \*iJ->©ig* (1 : 4) t?mmV 

T» N-A7°3Ml/ -N- [1- (4-tHn^>7x 

En-;V-2--f;l^3MM — N' - (2, 4, 
6-h'j7MD7ir)W (4 0 6mg) #5. 
•H-NMR (CDCh ) 3:0. 89 (3H, t, 
10 J = 7Hz), 1. 23 (8H, broad s), 
1. 38-1. 50 (2 H, m) , 3. 01 (2H, 
t, J = 7Hz) , 4. 5 0 (2H, s) , 5. 9 2 

(1H, s) , 6. 16 (1H, s) , 6. 2 1-6. 
3 0 (2H, m), 6. 6 7 (2 H, t, J = 8H 
z), 6. 77-6. 83 (3 H, m) , 7. 06- 
7. 15 (2H, m) 

[0 13 4] HJM2 8 

mmm 1 tnmzhxrmitmm^ 

N-t>P)l-N- [1- (4-^>iJft*>'7xr 
20 )V) KU-JV-2— r;M3VH -N' - (2, 4, 6 
-hiJ7Mn7x^JW SI* 
1 H-NMR (CDCh ) 5:4. 25 (2 H, 
s) , 4. 4 6 (2H, s) , 5. 0 9 (2H, s) , 
5. 9 4 (1 H, s) , 6. 2 3 - 6. 3 0 (2H, 
m), 6. 67 (2H, t, J = 8 H z ) , 6. 82 
(1H, t, 3 = 2. 5Hz) , 6. 98-7. 22 
(6H, m) , 7. 2 7 -7. 4 7 (8H, m) 
mp : 117-1 19t 

[0 13 5] mmm2 9 

N- [l- (4->7/7xr;w En-;p-2--r;v 

^9MW -N-"\7*9Ml—N' - (2, 4, 6-MJ7 

'H-NMR (CDC 1 3 ) 5 : 0. 89 (3H, t, 
J = 7Hz), 1. 25 (8H, broad s), 
1. 3 8 - 1. 5 0 (2 H, m) , 3. 0 6 (2H, 
t, J = 7Hz) , 4. 6 4 (2H, s) , 5. 6 2 
(1H, s) , 6. 3 0- 6. 3 7 (2H, m) , 6. 
7 2 (2H, t. J = 8Hz) , 6. 8 7 ( 1 H, t, 
40 3 = 2. 5Hz) , 7. 5 9 (4H, AB, J = 9, 8 
Hz) 

mp : 1 1 3. 5-116. 5*0 

[0136] mmmso 

N-^>i?)l-N- [1- (4-V-7/7XXJI/) tfn 
-;V-2— i)V*?M — N* - (2, 4, 6-HU7 
M07x-iW 

'H-NMR (CDCh ) 5:4. 35 (2H, 
s) , 4. 6 9 (2H, s) , 5. 6 9 (1H, s) , 
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t, J = 8Hz) , 6. 8 7 (1H, dd, J = 4, 
2. 5Hz), 7. 10-7. 15 (2H, m) , 7. 
27-7. 37 (3H, m) , 7. 56 (4H, A B, 
J = 9, 8Hz) 
mp : 1 6 9- 1 7 Ot: 
[0 13 7] mWM3 1 

N-^T^JV-N- [1- (4-rhD7x=)W t°n 

-;i/-2— -n' - (2, 4, 6-MJ7 

'H-NMR (CDC Is ) (5:0. 8 9 (3H, t, 
J = 7Hz), 1. 27 (8H, broad s), 
1. 40-1. 53 (2 H, m), 3. 09 (2H, 
t, J = 7Hz) , 4. 6 9 (2 H, s) , 5. 5 9 
(1H, s), 6. 32-6. 38 ( 2 H, m) , 6. 
7 0 (2H, t, J = 8Hz) , 6. 9 0 ( 1 H, t, 
J = 2. 5Hz) , 7. 4 5-8. 3 5 (4H, m) 
mp : 1 3 8. 5- 1 4 0. 51C 

[0138] mmms 2 

N-^s7°?;V-N- [1- (4-=hD7i-JW tin 

2 --f ;i/^-?;W -N' - (2, 4, 6-HJ7 

Wn7x-W (7 9 4mg) ©^^/-Jl/ (1 
0ml) tf-b7k\*U77> (10ml) 1 

T 9 «HB*#j8Jirr*. 1 0%/t7i"7A-^*Sit* 

75y^a.f nvh^57-f-fcf*U Slxf*tn 
-A*+r>©?!« (1 : 1) TSfflLt- N- [1- 
(4-75/7xrJV) tfn-;i/-2— DVt^M - 
N-A7°?;V-N' - (2, 4, 6-hU7Jl/tD7i 
=;W (7 0 4mg) 

'H-NMR (CDC Is ) (3:0. 8 8 (3H, t, 
J = 7Hz), 1. 24 (8H, broad s) , 
1. 40-1. 50 (2H, m), 3. 09 (2H, 
t, J = 7Hz) , 3. 29 (2H, s), 4. 45 

(2H, s) , 5. 90 (1H, s) , 6. 20-6. 
30 ( 2 H, m) , 6. 63-6. 80 ( 5 H, m) , 
7. 0 4-7. 10 (2H, m) 

[0 13 9] §HJi$f3 3 

N-^>^;i/-N- [1- (4--hn7i-JW tin 

~)V-2-^)V^M — N' - (2, 4, 6-HJ7 
MD7i=:JW MSI 

'H-NMR (CDCh ) (5:4. 36 (2H, 
s) , 4. 7 3 (2H, s) , 5. 6 7 ( 1 H, s) , 

6. 33-6. 39 (2 H, m), 6. 68 (2H, 
t, J = 8Hz), 6. 90 (1H, t, J=2. 5H 
z), 7. 10-7. 17 (2 H, m) , 7. 27- 

7. 35 (3 H, m) , 7. 47-8. 33 (4 H, 



m) 



mp : 1 7 9 - 1 8 2X1 

[0140] mmms4 

N- [l- (4-75/7xn;W fcfn-;i/-2— i)\ 
U-M -N-^>>?;l/-N' - (2, 4, 6-HJ7 

Mn7i-;w 

1 H-NMR (CDCh ) (5:3. 79 (2 H, 
s) , 4. 3 1 (2H, s) , 4. 44 (2H, s) , 
10 5. 9 9 (1 H, s) , 6. 2 1-6. 30 (2 H, 
m), 6. 60-6. 73 (4 H, m) , 6. 80 (1 

H, dd, J = 4, 2. 5Hz), 7. 00-7. 18 
(4H, m) , 7. 2 4-7. 3 7 (3H, m) 

[0141] mmms5 

N- [1- (4-7W7i-)W \lU~)V-2—i)V 
*3-M -N-^T^l'-N' - (2, 4, 6, MS 7 
W07I-JW £g* 

'H-NMR (CDC 1 3 ) (5:0. 8 8 (3H, t, 
id J = 7Hz), 1. 23 (8 H, broad s), 

I. 4 0 - 1. 5 0 (2 H, m) , 3. 06 (2 H, 
t, J = 7Hz), 4. 50 (2H, s) , 5. 79 
(1H, s) , 6. 2 6 -6. 3 3 (2H, m) , 6. 

69 (2H, t, J = 8Hz) , 6. 81 (1H, d, 
J=3. 5Hz), 7. 11-7. 30 (4H, m) 
mp : 6 4-6 6*0 
[0 14 2] $jtt«|3 6 

mmm 1 £R«fcLTTEfc£*si»5. 

N-a,7*?;U-N- [1- (2-^h*v7x-;W t? 
50 D-;i/-2— -f}V*<?M -N' - (2, 4, 6-MJ 
7JWD7x-;W EiP§ 

'H-NMR (CDCh ) 3:0. 87 (3H, t, 
J = 7Hz), 1. 23 (8H, broad s) , 
1. 4 1-1. 5 2 (2 H, m) , 3. 10 (2 H, 
t, J = 7 H z ) , 3. 7 4 (3 H, s) , 4. 3 3 
(2H, s), 6. 05 (1H, s) , 6. 29-6. 
3 1 (2 H, m) , 6. 6 8 (2 H, t, J = 8H 
z), 6. 73-6. 76 ( 1 H, m) , 7. 0 1- 
7. 0 6 (2 H, m) , 7. 2 5 - 7. 4 3 (2 H, 
40 m) 

[0143] mum a 7 
mmm 1 tra«fcurreft:^**#5. 

N- [1- (4-7DD7xr:;W tfn-;i/-2— 
_ N _, >i7nyx7 ^ ;1/ _ N ' _ (2> 4> 6 - 

h>J7J^D7x^;W K# 

1 H-NMR (CD C 1 a ) 6:1. 40-1. 69 
(1 OH, m) , 1. 7 6 - 1. 9 0 (2 H, m) , 
4. 0 8 -4. 2 0 (1 H, m) , 4. 37 (2 H, 
s) , 5. 9 2 (1H, s) , 6. 2 9 - 6. 3 9 (2 
50 H, m) , 6. 6 9 (2H, t, J = 8 Hz) , 6. 8 
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1 (1 H, dd, J = 3, 2. 5 Hz), 7. 23- 
7.5 0 (4H, m) 
[0 14 4] §668093 8 

N— [l- (4-^nqE7x— ;W fcfn-;i/- 2 — f;w 

;*3\>K1 -N-A7°9M)/-N' - (2, 4, 6, hU7 

'H-NMR (CDC 1 3 ) (5:0. 8 9 (3H, t, 
J = 7Hz), 1. 25 (8H, broad s), 
1. 4 0 - 1. 5 0 (2 H, m) , 3. 07 (2H, i0 
t, J = 7 H z) , 4. 5 3 (2 H, s) , 5. 7 6 

(1H, s) , 6. 26-6. 3 3 (2H, m) , 6. 
69 (2H, t, J = 8Hz), 6. 80-6. 83 

( 1 H, m) , 7 . 15-7. 21(2 H, m), 7. 
54-7. 6 0 (2H, m) 

[0 14 5} mMM3 9 

mmm 1 tmmizvTrmmmm, 

4- {2- [l-A7°?;i'-3- (2, 4, 6-hU7 
Mn7i^) -W-iV^M Ho-jp-l— f 

'H-NMR (CDC lj ) 5:0. 8 7 (3H, t, 
J = 7Hz) ,1.25 (8H, broad s) , 



#ffl¥7- 1 18 2 2 9 

34 

1. 3 9 - 1. 5 0 (2 H, m) , 3. 0 9 (2H, 
t, J = 7Hz), 4. 60 (2H, s), 5. 40 
(2H, s), 5. 70 (1H, s) , 6. 29-6. 
3 6 (2 H, m) , 6. 6 4 (2 H, t, J = 8 H 
z), 6. 89 (1H, t, J = 2. 5Hz), 7. 3 
4-7. 50 ( 7 H, m) , 8. 12-8. 19 (2 
H, m) 

mp : 7 5- 7 7t; 

[0146] mmm4o 
mmm 1 tmmzhTrmit&mnz* 

4- {2- [l-K>P)V-3- (2, 4, 6-HJ7 

jWn7i-;w >7V"fH^^;W Kn-;v-i--f 
JW 

1 H-NMR (CDC 1 3 ) <5 : 4. 34 (2H, 
s) , 4. 6 2 (2H, s) , 5. 4 0 (2H, s) , 
5. 77 (1H, s) , 6. 2 8 - 6. 3 7 (2 H, 
m) , 6. 63 (2H, t, J = 8Hz), 6. 88 
(1H, t, J =2. 5Hz) , 7. 0 9-7. 16 
(2H, m) , 7. 2 9 - 7. 4 9 (1 OH, m) , 
8. 10-8. 17 (2H, m) 
mp : 1 5 2. 5- 1 5 513 
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